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mum* 1***0*5 ol (£i7H) **wcfc«< 



(VOtBISA 000163006 

ft8llft**Br|ff Ktt 3TB 6 #29*1 

■*y>ym 2253 7*- 

->3"7h> XX. D-V>7"7> 
V> 3 

-f^iJXH XAx;U6 7^-XX 7. 

v-i a-F 57X- 

(74)ttffiA #g± H# -W4*) 



(57) mm] 

HHfc^ft] (i) 




< 1) 



1 

(i) 

Mfcll 




10 



&titTVvTC*>£.^7)lJ3 / -f i^ o6 o.H nds in Lipid M edialors Research, 



Tt>J:^ffia7JI'*JI'Xft«U AH*^ 

Hit*. 7htr-tt^)f^> u^su^ (E-arA/. 



[0 0 0 1] 

[fg$©JSTa8»»] gnfetan-fah 
-tta?8 BE* t l/Ttffi&f h 7 iZ-A'RWft 

[0 0 0 2] 

[ft*©8ffi] Di'sHJX^ (LT) tt. "SS, ft-S 

TfiH&fMW s« ut v»* *> © tr* * . 

[0 0 0 3] £©<£?(£. D-fahUx^yUJU*- 

*&fe©Mto*5^x-f*-T**£fca>s. ens 

MTS#K©*Ktf t aSJS.3*V3'3** (S. T. Holgate 
el al. : I. Allergy Clin. Immunol. 98, 1-13(199 
6)) . 

[0 0 0 4] D-f3h'Jl>tt5-U#^tHf 

(5-LO) fcj;Dajaans73*F>«fttMin?* 
0. .2aHH©iW--:/"C«*sn«. *©^t"3©^ 



( 2 ) #BI¥l 1-15 8 17 5 

2 

(CysLT) <D®.m-?. LTC t , LTD, RtfLT 

Hfl Tslow-reacting substance of anaphylaxis(SRS- 
A)J £ff«ft"0»fc. b h©IM«K:*HTCy s LT« 

RtfLTD, ©wtflUfl ft citsWlttia 

ft. LTCi ttLTD, fi«M*0*a»ffi"CtS*t*il 

i#SI$£ftTH£> (Buckner CK et al. : Ann. NY Aca 
d. Sci. 1988, 524; 181-6. Aharony D etal. : New Tre 

Basel : Karger 198 
9;67-71) . L T E, t> LTD, L-T 

Stflrt>ftT^5. 
[0 0 0 5] fc**5>ttfflia*©H,a*#& 

ilttJtfll(fffl**L.. 7Wi'*-*?aK:*t*<&«B&;* 
5^ x-f t&*>*. k^^s>«. 

iR^ffl C «t 0 «&«*©*<!: ft 91 *S £ LfcO, 

*a«. 7 i/;p*Ht***tt«M5©#a#j*fc££ 

H4T5fc©t^^SftT^-5o HEoT, Z.nt>7V)l 

5 z. t c j; o . «r cuate t*©f C*ff <5I'Jf£ 

tt®^ii©tftt^tUTffi^e.ftT*0. aflfXtttt 

^©*^a©«n*ttit©a*MH&fc £ c <£ o **w 

*T © St j&fck^ ©Jii: * STiSJE +11 MS] JB3 tc ft -=> X t > -5 . 
30 [0 0 0 6] Tfcfa-S, **«t^©7 

UTtt. £K fcX? 3 >&£*©* x^X^*-;5Wj--f 
3iMfS«l!. ffB»Jfcft£©W»ffli. n<3hux 

SfcR«t37i';i/^-tt#^f-t3^T ! b. <u^^-. * 

fi£oT. kX^3>H, S§«lfLTD ( §^ 
50 LfcPS©iRiK14^3t^T^v^<t^a!iW?»n-r. no: 



( 3 ) 

3 

[0 0 0 7] 
[0 0 0 8] 

*o±EO»€flBIHj*o&tWt^«i*JS.tHf 
^<&*W%£frofciK£. TK-fiSS (1) -ra*>* 

[0 0 0 9] "Tftto***Wtt, *©-«5fc (1) 
[0 0 10] 

[ft 2] 




loon] ca*. r' &tfR' 

T l^T t> J: V> 7-HO * ->£Xtt«&££W UT^T t> J: 

^S^WUT^T^i^iSiST^^a^^b. Ate* 
^U^+^SXttt-l'^'S^b. BttBSl*^ 

^jf^-rat)©-?**. 

[0012] *5ew»4. imb-hrs: (i) Tafc 

EJI £jE{8rf 5 %> ©T& 5 . 
[0 0 13] JEfc*5Witt. flllE-KiS (1) T«fc>2 

[0 0 14] 40 

'y-JMBMMfcfcfc^T. at. R' WR'tssn?) 
«©t>©#*tf&n. ft#WK». xs 1 * 

n-7nfcf;P£. i-^Dtf^S. n-^J«. 
i s ec-^i«. t -7^;U£, ^> 



#M¥l 1-15 8 17 5 
4 

* * b V> t> © t b 6 *14 H 

©55*K*->£. ihtyl, . j - y a ^ ¥ yli i^ 

c j?* u». en s ©jjit? * ->sfcttt&a ** .VT ^. 

APy>.g?, 'J-jM h * ->£*©■&£ Sff b T 

>Vjk7 = 5^X^1/7 C/££<DVC, .« 7;u¥. 

;P75 y*«j^«*an*.(^i'*'>T;i^'*->iii b 
ftt.'k^Sc 2 ~ 5 * b < 7-fe? 

■f;U*+->Stt. Mfc75/S<5©llttSeWbTlr»T 

[0 0 15] R" T*Sn5<&R7;l'+Jl'Stb 

Ttt. tfHR»l-6©imXtt»tt«l©t)©* t *W , 6 

£, i-^atT^*. n-!/^;WI, i -y^Mua* s 

SiWUf^tiS*'.. fRfC/^US^WibVJ. £©{ftl& 
7JU4JI/S«> B^S^fl"bT^Tfe«k<, £©J:-5te 
KjfcStbTtt, ADy>gf, 7Syl^7x^i 
Xttt^5^x;i^S»©tt*!B**«*W r 6n. en*.© 
BffcgteHlc/^PS. X3MU£^©#<^&1~4©7 
ji^PS. *y u;i^ h*^£g©*y 'J Jl/Ci . < 7JU 
n*->«, ^>x< s^yu;u* h+->a^©^>x-f 
5y>yu^c,. 4 7;m+->s, *y u^^n^© 

UJUC, 7;l/*^£^©«&S£WbT^Tt><fc 
t>. R' tbTli. jJcfcB^. j*^*, 

3- (4- (2-*y 'jjiz/^w 

[0016] sfc. BT^$nss<tbT«, +yu;v 

n. cne««^a*wbT^Tt)«t^. cne»©@f^ 

StbTtt, ^JV*. X^aS*©»*»l~4©7 

[0017] *»wik** (i) ©ifitb-aiv 
S©<t3fei£K©K#iDm, xttSeasiMft. /^>x 

Ktt. 7-7;U$ig. ©EKm, i>x>K*©J:'5a*« 

% (i) t±. 7Kfafticf^«sn2>?§^-o#i©^T't3# 
fc. *%Wit^#i CD tt» ^h-xy-;i-©SKStt 



( 4 ) 



11-158175 



5 



sns. [ooi9] 
[0018] *?tmt%® (i) k> ut3] 




da") 



[0020] c^*. xw\ay>m?&7fi\s> r' . 

filRT^Hi + ^^ST?***^^* (la) 

aks-t J; oizrb? »/u ;mp y U y ># ( 2 ) 

tlSi©ADi'># (3) tSriajgdSO^S^MJ 1 } 
A. l«Bt*U»>A«Oia»0^?ffiT, DMF, DMS 
CX HMPAt?0D#^'gh>tt1Stti§««*T0 , C)4^jS 
ttfiKomofift (ff£L< 8 fc*SV» 

«. Z.<Dt&<t-&®> (2) OR 1 RtfR' ©UTO*** 



30 



(la') 3j«BI4f *dt***t). R' X 

at. B-A-- ^>yji/anfB*snfc*»wt*» (1 

r' jj«*«anr»**«w{k^* (1) 

»*. (2) ©zKKSs:*6^i;«>jis^aa-c 

[0 0 2 1] 
Ht4] 



( 5 ) 



!$8B¥ 1 1-15 8 17 5 



D 




[0 0 2 2] txW. R 1 , R' » A, BR^XHWia 

«7JWWIft*b. R' bT^Tfci:^ 

[0 0 2 3] (la) tt, 7^*JMtr*CltC 

±0, R' ^■mi£feWUT^T"bJ:V»filk7;i'*JWS 



(Id') 

(r 4 ) twwt^ dc) trail 

(#ffiC) . ADTMMtl (Id) . t!^7 
5>=;Wtr*ctCJ:0*»Wfl:^« (id' ) tra 

iti^ts CfiifcD) . 

[0 0 2 4] 
Hfc5] 



X(CH 2 ) B 0 




(1 f) 



(If) 



(R«C0) 2 0 



R8-C-0 




A-8 



(1 B) 



[0 0 2 51 R 1 . R 1 . A. B. XRtott 

mfcHcUttL R' «. W***r*/7* 100 26] R- *. ^***"^* 3 * ! * T 

*Mt*«u r 1 tt«7jwv««u r- bt so *«*km*« h«) «■ R- 



( 6 ) 



® (lb) fcj;73y7;MrJWtf4££lC«fcDf»Stt 
T*S*»W{fc^« (If) tt. (lb) SAD 7* 

(i f) . zuv-Mt (*»f) -rati 

***»WO{t** (le) <t&® (lb) <Z>zk$ 

[0 0 2 7] (l) 
Efll£tt (2) tt, 0y*.«&fl<Z>;£i£, «*.SBhaduri. 



Amiya Prasad et al. 



I. Heterocyclic Chem. , 23, 




K*. R' 



(4) 



[0 0 2 9] 

[0 0 3 0] Sfc, "b-5— 

©5 5, T85 (3 a) ~ (3c) ©Aoy>#tt, 0»Jx. 

[0 0 3 1] APy># (3 a) W;ffiHR©tt£$l£ffli» 
5*\ ^ftlO^te. 0iJ;tt2Musser. John H. et al. ; J. 



ftBB 3 ! 1 11-15 8 17 5 

to 

09-411, 1985^(Cte«c<D*ffitCfieoTMifiUfcv7y + 

yu/># (4) t7^ft^hu^A«<07^t(t^« 

<h*ffifL7>*-£A$<0?¥«ET. DMF, DMSO, 
HMP A*<Dl^D h>ttStt»tt4n?01Crt>& 2 0 0 
towofflft (ffiKliSfijJ^ 1 2 0*0 lc£^T 

[0 0 2 8] 
[ft 6] 



4 10 




H 

(2) 

Med. Chem. 33(1), 240-245, 1990, Ieraura, Ryuichi e 
t al. ; I. Heterocyclic. Chem. 24(1), 31-37, 1987 

(3) 20 mztm<Dxmz'ft'DTmm?z>z.ttfTzz>o a ay 
m*. >-» Ob) , (3c) ttwx.HEtTJc^-r.fc'sa^ft 



[0 0 3 2] 



(3a) 



(5 a) 



(3 b) 



«ttJ 



CHO 



(3a) 



(6) 



r 



(3 c) 

[0 0 3 3] R* H^+Jl'S. C,.,T)V^ 

[0 0 3 4] Aay># (3a) taiOkKn+5"5 

>^7*3-;i/tftiMi«o«Bfc^hu«>A. 

U^A^PO^ao#ST, DMF, DMSO. HMP A 



(5 b) 



50 



BfflKJfcattS^tT^^mi'S-Mfc (5 a) A< 
»6n*. £fc> J\a?>ft (3 a) £^>-fef>. 

, (PhB7iZJH) i 1 2~4 8P$W®MSii5C 



11 



JKDt-BuOK C&iJ*Atert-'7h*-!M , H> tS 

* JU7 t H £Jra*. 1 ~ 1 2 B#|ffljl8££'£ ; 5 £ i: Cfc 
OftSnST^tF* (6) -&*9J-fr> x^y- 

toic*»6aaaflE©iBofi« ($?£b<«s2i) 

7;U3-;Wfc (5b) z.o^\zhxn^> 
Wt*>V)V7)VZi-)V& (5 a) Xtt (5b) £TH 

jiSlSC^t^-JUt 1 »W^6 2 4«fWS«*** 
CtKJ:DADy># (3b) Xtt (3c) *»»6n 
5. 

[0 0 3 5] BWt-r«*58Wfl:^* (i) «. 

[0036] a»<uTflsna*56Wfl:^* ci> 

tMBSSJMSKjRTJ: 5 fc«nfcttn-f a b 'J 

-tt#*, 7WM s -ttt*«i*. 7hii-ttM^. 1; 
a,sla,. teti:A>, u*v^. wait. 

[0 0 3 7] *5S9i©R*tt. «NKfl:£tt (i) . *© 

jMBtu-ctt, miwrn, * 

#J , -> □ y 78Jfr £ fc J: 5gO g4X«g?MrtffiSt»J. 
«S5l*ll*lJ£«8J. «*»*H. & 

fl*.«R»»«. «S*«. #55*514 
#h JWtfll. *HR*U J*** 1 * 

[0 0 3 8] *»wo^si©a4-»tt^*. ^ 

ttftAC#LT 1 B**l 1 ~ 1 0 0 0mg£ 1 HXttRBfc 



( 7 ) 1-15 8 17 5 

12 

[0 0 3 9] 

[0040] a&m 

y>J>-2-3i->-'3-MJ£A*© < &fiS: 3-->7/- 

10 (7 8. 6 g, 3 9 3mM) £DMF 1 1 Cj&*>L. 

7>^->}A (8 3. 8g, 1. 5 7M) , 7-^t^h 
iJtfA (10 2. 2g, 1. 57M) SAn^/aSiS 1 2 

ccti 2mmm&Ltz. »t>««:»EK:Ta*ufca 

2N-zKgHt:J-MJ r *A*i8$8 0 Oml*iPx.T»^: 

n*«lRf*t«BE<t^*S««f&*H*«t^T9 0. 

0g (3 3 9mM, 8 6. 3%) #£nfc. 
[0 0 4 1] nip: >26(TC 
' H-NMR(DMSO-dt) 6 (ppm) : 11. 9(1H, br), 8. 45(1H, s), 
20 7. 34(lH,d, 1=1. 5Hz),7. 30(1H, d. 1=8. 8Hz), 7. 15(lH,dd. 
J =8. 8. 1. 5Hz), 3. 80 (3H, s). 

IR(KBr)cm" ' : 3445. 1665, 1624, 1510, 1461, 1368, 1 
234, 1171, 1034,638. 
[0 0 4 2] SSifitfl 2 

6-l«rl-^-3-fh5 , /'JJl'-l. 2-yfch* 
X\* J U >- 2 -:*>©•&>& : 6 -tert--/^;U- 3 - 
->7/-l, 2-ytFD*yj>-2-t> (1. 7 
4g, 7. 7mM) SDMF»2 Onlfcjgj^U it{fc7> 
^-^A (1. 6 5g, 3 0. 8M) . Jylkth'J 1 ? 
30 A (2. OOg, 3 0. 8M) &JjP;lT?8j& 1 2 Ott 
1 6 Ixfc. S««C7K£JnxTffiffi^£3®U 

fc». fflSA (DMF-/?y-«) TfttWE^t 
0 8g (4. OmM, 5 2%) 

[0 0 4 3] mp : 280-286^ (d.) 
' H-NMR(CDCh) 5 (ppm) : 8. 96 (1H, s), 7. 95 (1H, d, 1=2. 2H 
z), 7. 75(111. dd. J =8. 5. 2. 2Ilz), 7. 39(111. d, 1=8. 5Hz). 1. 
34(911. s). 

IR(KBr)cm" ' : 2964, 1667, 1625, 1535, 1473, 1365. 1 
40 261, 1156, 1036,626 

[0 0 4 4] ©jft^3~7 

Bi&ftli. 2£E«©#ffiT«K©fl:£**t*fc. 

[0 0 4 5] 

mi] 



( 8 ) 



13 
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it & til £ 






3 


■J * z — sr> 




>280 4 C 


4 


M>-2-*> 




>280T 


0 


o ^ p t ✓ ^ r m S o * \ j * t *v it c ✓ t p 

a+y i; >- 2 • * p 0 OiJt& 






6 


3— rh^/U^-l. h'p^y'J>-2-t> 




>2S0t 


7 


5-ih*V-8-y^-3-rh7y»J/U* 1, 2-f 




278-280°C 
(d.) 



[0 0 4 6] mmis 

3- (2-3VUJM h^is) ^^J^DUF^' 

fig: 3- (2-*/u;wh*'» ^>v;ut;i/3-jI/ 

(3. 58g, 13. 5mmol) OCHC 1, "(1 0 On 
1) »ttfcSOCl, 2>lftftlA.T*jaT2 4KflB*» 

[0 0 4 7] §Jifi#J9 

: 2-£DU*?JP**yU> (5. OOg, 28 
raol) <DDUF (5 0ml) #»#Llf A (4. 

2 6 g, 3 lmmol) , 7 h 7~ n -77)1/7 J* 
ynv-fH (9 0 3mg, 2. 8 kudo 1) SiP^fc. dtlfc 
3-tHP*^>yjm^-Jl/ (3. 48g, 28 
uol) ftin*. SHrC5BIWf#bfc. KJ6«£«Efc 
TttBU ^nn*;i/A, **Jn*.WtWift»HJb&. 

#)*<hLT6. 94g 0K*9 3. 1%) ft»fc. 

[0 0 4 8] rap : 92-96T: 
'H-NMR(CDCU) 6 (ppm) : 9. 43(1H, s, -C1N,-), 8. 07(111, 
d, J=9. 0Hz, -CH«N,-). 7. 95(11 d. J=7. 5Hz, -CftN,-). 
7. 93(11 d, J=9. 0Hz, -CiHsN,-). 7. 67(11 dd, J=7. 5, 7. 5H 
z. -C 1 Ni -) , 7. 25 (11 dd, J=7. 8, 7. 8Hz ( -C 1 -) , 7. 1 1 (1 

1 s, -C, H, -). 6. 99 (11 d, J=7. 8Hz, -C, 1 -) , 6. 96 (11 d, J 
=7. 8Hz, -C, 1 -) , 5. 46 (21 s, C H s N, -CH, -) . 4. 65 (21 s, - 
C1-C1-0H). 

IR(KBr)cnf' : 3328, 1621, 1613, 1582, 1441. 1378, 1 
292, 1077, 752. 

[0 0 4 9] msMi 0 

3- W-tT-JVOX-f *W)V-2— 

i/) ^y-j)V7)V^—)Vo^\Wt^ tnu<^^ 

4%) o 

[0 0 5 0] mp : 183-185*0 
'H-NMR(CDC1 3 ) 6 (ppm) : 7. 69(11 m, C.H T N,->, 7. 16-7. 3 

2 (41 m, Ar-H), 7. 02 (11 s, -Cs 1 -), 6. 88-6. 94 (21 m, -C, 
H<-). 5. 29 (2H, s, C H, N, -CH, -) , 4. 6 1 (21 s, -C. 1 -CH, - 
OH), 3. 81(31 s, N-Cl). 

IR (KBr) cm" 1 : 2850, 1594, 1482, 1441, 1366, 1259, 1 



10 227, 1048, 1029, 750. 

[0051] mmi 1 1 

4- ( 2 - N - ^ f M > S - 2 - h 

frt 4 - t + >^>y;U7JI/a-J|/<t OfiifEft:^ 
SftJtfeyUXAfttLTSfc GK#4 6. 7%) B 
[0 0 5 2] mp : 176-180TC 
' H-NfMR(CDCU) <5 (ppm) : 7. 78(11 m, C1N,-), 7. 23-7. 38 
(31 m. C.H, N, -), 7. 30 (21 d, J=8. 6Hz, -CI -). 7. 04(21 
20 d, J=8. 6Hz. -C1-), 5. 34(21 s,C1N,-CH,-), 4. 62(21 
s, -C 1 -CH, -OH) . 3. 88 (3H, s, N-CH, ) . 
IR(KBr)cnf ' : 3174, 2846, 1607, 1585, 1507, 1484, 1 
240, 1047, 1030,734. 

[0053] m&m 1 2 

3- [N - (2-Xh + '>IfW ^>X1 $¥V)l>- 
2 -- f ;M 1>*J)V7 )Vz\—)V<D^lSL : KiSWI 
9 tm$t<VJ5&-Z\ (2-Xh 

ftttSiUTSfc 0H^9 0. 3%) . 

30 [0 O 5 4] nip : 105-I07T: 

' H-NMR(CDCU) <5 (ppm) : 7. 71 (11 m, Ar-H), 7. 41 (11 n, A 
r-H). 7. 23-7. 34(31 n. Ar-H). 7. 11 (11 s, -CI -). 6.96 
-7. 62 (21 m, -C 1 -) . 5. 43 (2H, s, C , 1 , N, 0-CH, 0-) , 4. 6 
8(21 d, 1=5. 6Hz, -C 1 -CH, OH). 4. 48 (21 t, J=5. 4Hz, -01, 
-CH, OCH, CI ) , 3. 74(2H, t, J=5. 4Hz, -CH, CH, OCH, CH, ), 3. 3 
9(21 a J=6. 8Hz, CICIOCICI). 2. 24(11 br. -Cl-CH 
,0H). I. 10(31 t, J =6. 8Hz, CH,CH,OCH,CH,). 
!R(KBr)cra-' : 2875, 1594, 1471, 1445, 1426, 1369, I 
258, 1154, 1050, 1035, 761. 

40 [0 0 5 5] SSit^J 1 3 

4- [N- (2-Xh + '>XfJW 

2 h*zs] Kyy)\,7)V°3~)V<D^$L : SBS^J 
9 tm&O^&T, 2-^DD/W-N- (2-Xh 
+ yXfJH ^>xW^^7-il'(!:4-l:FD + y^> 
yjU7;Pn-^J:0«E{l:^*S»»fi^U^Aflitb 
T'&fz (JR*8 3. 4%) . 

[0 0 5 6] mp : 90-92^ 
l H-NMR(CDCU) <5 (ppm) : 7. 78(11 m. Ar-H), 7. 41(11 n. A 
r-H), 7. 25-7. 34(41 m, Ar-H), 7. 08(21 d. J=8. 8Hz. -CI 
50 -), 5. 44(21 s. C,,H, ■NsO-CHtO-). 4. 62(21 d. J=5. 7Hz. - 



15 

C, H< -CH, -OH) . 4. 49 (2H. t. J=5. 6Hz. -CH, -CH, OCH, CH, ) , 3. 
75 (2H, t. J=5. 6Hz, -CH, CH, OCH, CH, ) . 3. 39(2H,q, J=7. 1Hz, 
CH,CH,OCH,CH,), 1. 66(1H. 1. 1=5. 7Hz, -C, H 4 -CH, OH) . 1. 10 
(3H, t, J=7. lHz.CH,CH,OCH,CH,). 

IR(KBr) cm" 1 : 3180. 2858. 1609. 1587. 1509, 1472. 1 
417, 1237, 1117. 1036, 747. 

[0057] mmwi 4 

3- [2- (2-*yj;i') if-f) ^yi>)V7)v^ 

-JKZ>£/£: 3- [2- (2-+yj;P) If-JW 
yVm)W\iY (2 5. 9 2 g, 0. 1M) 
-JU3 0 OmltCjg^U imVcHvO sfi^bUtfA (7. 



( 9 ) #l!¥l 1-15 8 17 5 

16 

5 7g. 0. 2M) £2JP;L, gfilCTlBSffilffiftLfco 

2 1. 4 2g (8 2. OmM, 8 2. 0%) £&|$fet»* 

[0 0 5 8] mm.W 1 5~2 2 

[0 0 5 9] 
10 [« 2] 



mm 


ft £ ft « 


tt « 


15 


4- (2-*y 'J;l/> h*vO ^y^ay K 




16 


3- <2-*;^/U;M K+v') 'OWdiJ K 




17 






18 


3- (2-N-/f , M>X'T;m-Z-Wb + , >' 
) OVJltn*) K 




19 


4- (2-N-^^;I^OXY S F**> 




20 


3- [N- (Z-xh^if/W OX-f * 2 - 




21 


4- [N- (2-xh+-^xf-/W ^;W-2- 




22 


3- [2- (2-*y»J/M xf^-il/] <OV)Wuq K 





[0 0 6 0] HXfll. 2 

6-/h*v-3- {2- [3- (2-*yj;^h* 
6-*h*->-3- (1- [3- (2-*;U;Wh* 

^>^;u] ^h^7UJW 'J >- 2 -^>co-& 

tit: 30 
[0 0 6 1] 6-^h*y-3-fh7^JJP-l, 2 
-^kFD*/U>-2-#>-:f HJ^Affi (36. 
7g, 13 8mM) , mm-bVVJ* (14. 7 g, 13 
8mM) , fh7-n-^7>^A7PSH (2 
2. 3 g, 6 9. ImM) CDMF 2 1 SriPAfco ^dlC 
(2-4;'JJWh^» ^>v;Ui7DU K 5 8. 7g 

T»ttS*U 2N-*«ft^h'JC7A*»*l i 

: l) lc#L*ffiW8U »at&^nn*;PA 

- * * y -jiz-x-fi^iiJ: o wBft-f * t— »ft 

tbT«6-^h*^-3- (2- [3- (2-4VU 

-m&tLxme-* b*~>-3- u- [3 

- (2-*/yjMh*$') ^>v;K) xh^yu;n 
*y u >- 2 ^nfco — #ii*5Efc?fteiii 

(DMF-X-fJW KJ:0»«U 6-^h*->-3 

- {2- [3- (2-^/ U;M h + "*>SW T" 50 



h5 7U;H tyU>-2-*>S*6ft*tl/T2 
4 . 0 g ORsp 3 5. 4%) f#jfc. 
[0 0 6 2] rap : 213-214^ (d. ) 
' H-NMR(DMS0-d«) 5 (ppm) : 12. 01 OH, br). 8. 56 OH, s), 
8. 39 OH, d. J=8. 3Hz), 8. 00(lH f d, J=7. 8Hz). 8. 03-7. 94(2 
H, Hi), 7. 76 OH, ddd, J=8. 3, 6. 8, 1. 5Hz), 7. 67(1 a d, J=8. 3 
Hz), 7, 59 (1H, ra), 7. 41 (1H, d f 1=2. 5Hz). 7. 35(lH,dd, J= 

7. 8, 7. 8Hz), 7. 31 OH, d, 1=8. 8Hz), 7. 25(1H, dd, J=8. 8, 2. 
5Hz). 7. 15-7.06(2H.n), 6. 98(1H, d, J=7. 8Hz). 5. 99(2H, 
s), 5. 37(2H, s). 3. 80 (3H, s). 

IR(KBr)cnf ' : 3432, 1676. 1629. 1587. 1497, 1378, I 
285, 1239, 1165, 1030. 829, 598. 

[0 0 6 3] -#ffi£JE£WI8« (DM F — X— . 

xJW £cfcD«fttU 6 -y h**>- 3 - {1- [3- 

(2 - + 7 UJM b*x) ^>i?M TYy*JVM * 
;'J>-2-*>***fi»*tLT12. lg (iR* 

i9. 0%) ntco 

[0 0 6 4] mp : 215-217 ( C(d. ) 
•H-NMR(DMS0-d.) d (ppm) : 12. 39 (1H, br), 8. 35 (1H, d, J = 

8. 8Hz). 8. 81 OR s). 8. 00 OH, d, J=7. 8Hz), 7. 98 OH, d. J 
=7. 3Hz). 7. 780H. ddd. J=8. 3, 6. 8, I. 5Hz). 7. 62 OH, dd, J 
=7. 8, 7. 3Hz), 7. 55 OH. d. J=8. 3Hz), 7. 380H. d. J=8. 8H 
z). 7. 34-7. 27(2H,m),7. 20(lH,m), 6. 97-6. 90 (2H. in), 

6. 770H.d. J=7. 8Hz), 5, 73(2H. s). 5. 23(2H, s). 3.78(3 
H. s). 

IR(KBr)citi" : 3434. 1665. 1625, 1498. 1453, 1380. 1 



( 10 ) 



11-15 8 17 5 



17 

264, 1244, 1171.1034, 827. 
[0 0 6 5] mMMZ~3 4 



18 



[0 0 6 6] 
[«3] 





ft £ • * 


» A 


3 


3 _ ( 2 - {3- [N- (2-x^i/xf;W ^>X^; 
-b Ko*5>*y U >-2-#> 


200-202^ 
(d.) 


4 


o _ (o- u- CN- (2 -xh*i/x*;l/) K>X-f ? 


240— 242'C 
(d.) 


5 


3- 11- {4- [N- (2-xh*i/x^7l/) KyX-f i 
- b Kcr+'>+y l ) V- 2 — 5f > 


245-248'C 
(d.) 


6 


3- 12- {4- [N- (2 -ih+'>if 40 'OX* 5 


200-202'C 


7 


3- (1- (4— [N- (2 -x i/xf ^) K>X*f ; 
hfto-2-4k* '05ML4 irh^/U/W -6 


(d.) 


8 


3- {2- [3- (N-j**^;/** 5^/;l*-2— OU 


262-2G5°C 
(d.) 


9 


3 - {1 _ r 3 - (N-jf*7!/K>X4S^/^-2-^ 


234—236*0 
(d.) 


10 


)K>^]f h7'/w *yy>-2-*> 


186-1 89°C 


11 


6-^ h*>-3- 12- [4- (2-^^'J^ h*f 
)K>^]fh7 , / l W *>0>-2-3f> 


197-199*0 
(d.) 


12 


6 _y h+^-3- (1- [4- i2-*+-/W*V**s 


197-199'C 
<<L) 


13 


6-^ h*5/-3- (2- JS- [2- (2-*y«{» * 


24J-244*C 
(d.) 


14 


G-/ M-*-3- (1- (3- [2- * 


250-252'C 
(d.) 


15 




221-223'C 


16 


5 -Ah**- 8 3- 12- [4- (2-4-/ U 


150-154°C 
(d.) 


17 


8-tert-y^U-3- 12- [3- (2-*/»J/Mb* 


102-105*C 


18 


11- [3- (2-+7*J;WH* 

v/) ^o^i rh^/y/ii *yy>-2-3r> 


105-107'C 



[0 0 6 7] 



[«4] 



( 11 ) 



19 



#M¥l 1-15 8 17 5 
20 



mm 


ft £ #3 « 


.« 


19 


6-tert-7fv!/-3- 1 1 - [4 - (2 -*y 


216-21TC 


20 


7-tKP*->-3- (1- [3- (2-4V h*-> 


262-264°C 
(d.) 


21 


a-t Kn*>-3- U- [3- (2-*y h*-> 
)^>v>;u] rh^/y;M *yy>-2-*> 


262-264*0 
(d.) 


22 


G-bKa^-3- (2- [4- <2-*/'J;py h+-> 


231-234'C 
(d.) 


23 


6-t Kd*->-3- f 1 — C4 — <2-+y U>M 


25(K252'C 
(d.) 


24 


6 _y h*->-3- (2- [4- (2-+> U^M h+v) 


206-210°C 
(d.) 


25 


6 _y 3 _ u- [4- (2-*y U^y 


206~-209°C 
(d.) 


26 


3- {2- [3- <2-*y 'JJW h*>0 'OSW] 
7*/>J;M */y>-2-*> 


226-229'C 
(d.) 


27 


3- 11- C3- <2-*y 'J/Uy h**» 'O^U] fh 

^/yjw *yy>-2-*> 


238-24 1°C 
<d.) 


28 


6-fcKa*^-3- 12- [3- <2-*/y^y h**> 


260-267°C 
(d.) 


29 


6-t Ka4->'-3- {1 - [3- (2 h + -> 

) k^smo f-h5'/'j;H *yy>-2-*> 


272— 275TI 
<<j.) 


30 


6- [3- (2-*y U>M sMr*>-3 
- {2- [3- V JlsJ h + y) 'WVJl/J 7-h-7 

7»ja4 *y»;v-2-*> 


195-199^ 
(d. ) 


31 


1- C3- (2-+yJvM O-^W - 3- {2 
- [3- (2 -4V U;P/ h*v) OifJU] f h^'/'J^ 

} *yy>"-2-*> 


114-1 161C 


32 


6-t Ka*->- 1 - [3- C2-*y U/l/y h*'» 

^;u] -3- 12- [3- (2-+y u;uy b*» 


175M78*C 
(d.) 


33 


6-tert-^/u-i - [3- (2-*y u;uy ^ 

>iM0 -3- {1 - [3- (2-*y »J;M K> 

* 44 .ft "1 — t * ^ ■ t it 1 lilt. A *_ * 

rh7 , /'J 4-y 0 > - 2 -t ^ 


96-99'C 


34 


2->f;Py h + vO ^>v^3 -3- {2- [4 -N-yf- 

dxox-f s*Vd*-2-' ouy 'Osw fh? 
yy;M 4-y y>-2-*v 


217-219*C 



[0 0 6 8] HSS«3 5,3 6 

6-* h*x* h*->-3- (2- [3- (2-*/U 
*X 6-/h*3/^ h*^-3- (1- [3- (2- 
- 2 - : 

[0 0 6 9] mmm 1 , 2 ira«©*tt-c«iaft:^«i* 

^tfco 6-^h^v^h+v-3- {2- [3- 
(2-+;yjWh+-» ^>vJP] fh7^'JJl/l + 40 
y U >-2 -^*>CDx— ^ 
[0 0 7 0] mp : 197-200*0 (d. ) 
•H-NMRCCDCh) 6 (ppra) : 11. 24(1R br), 8. 630H s), 8. 
18 OR d, J=8. 3Hz). 8. 09 OH, d, J=8. 5Hz), 7. 72 (1H, ddd, J 
=8. 5, 7. 1, 1. 5Hz), 7. 64 (1H d, J=8. 5Hz). 7. 52 (1H, ddd, J= 
8. 1, 6. 8, 1. 2Hz), 7. 35-7. 24(4H ( m), 7. 13(11 m). 7. 10- 
6.99(2H,ni), 5.87(2H ( s), 5. 39(2Rs), 5. 20(2H, s), 3. 5 
0(3H, s). 

IR(KBr)cm' 1 : 1667, 1623, 1588, 1510, 1493, 1443, 1 
428, 1289, 1230,1155, 1074, 996, 825. 529. 50 



[0 0 7 1] 6-*h*->*h*>'-3- (1- [3- 

J U >- 2 -*><D^-9 

[0 0 7 2] mp : 202-206^(1) 
'H-NMR(CDCU) 6 (ppm) : 11. 60(lH,br) t 8. 13(1H, s), 8. 
12 0H, d. J=8. 8Hz), 8. 05 (1H, d, J=8. 4Hz), 7. 82 (1H, d, J = 
7. 0Hz). 7. 730H, dd. J=8. 1, 7. 0Hz). 7. 59-7. 49(2H, m), 
7. 34-7. l9(3H.m) t 7. 16(1H, dd, J=8. 7, 8. 7Hz), 5. 86(2H, 
s), 5.37(2H.s), 5. 2K2H.S), 3. 47(3H, s). 
IRaBrtcm' 1 : 1664. 1623. 1600, 1497, 1291, 1266, 1 
158. 1001, 983.825. 781, 750, 

[0073] mmm 3 7 mmm 2 8 (D^mmi^ 

6-tFD + y-3- (2- [3--(2- + y>JJl'/h 

6-*h*z/*b* s s-3 - (2- [3- (2- 

-2-^-> (4 4 4tng, 0. 8 5mM) &9UUi£)Vl±- 
(10 : 1) (DMW. 1 0 OmHC^U 4N 



21 

kje*ic*4 o OBiftimAjta. law^m*^ 

-**y-JP (10:1) TflJ!UL£o 

d /J^jpa - * * y - jp- v x^ji/x-T-;u<fc o ^ftfto 

*Bft«(lf*<ltfiJitt«tbT3 5 3mg (0. 7 4 mo 

1. 8 7. 2%) Wco 
[0 0 7 4] mp : 260-267*0 (d. ) 
' H-NMR(CDCli -CD, OD) 6 (ppm) : 8. 53(111 s), 8. 35 (lft d, 
J=8. 6Hz), 8. 06(1H, d, J=8. 3Hz), 7. 89(1H, d. J=8. 3Hz). 7. 
78(IH, ddd, J=8. 6,7. 1, 1.5Hz). 7. 72(1H, d, J=8. 6Hz), 7. 
60 (1H, a), 7. 33 (1H, dd, J =8. 8, 8. 1Hz), 7. 27 (1H, d. J=8. 8H 
z). 7. 18(IH, dd, J=8. 8, 2. 8Hz). 7. 15-7. 02 (4H, m), 5. 88 
(2H, s), 5.39(2H. s). 

IR(KBr)cn' : 1661, 1614, 1508, 1429, 1287, 1229, 1 
160, 1029, 826,781. 

[0 0 7 5] 9mm3B 

6-y b*i/-l 3- (2" [3- (2-* 

2-*>CD*«: 6-*b*zs~3- {2- [3- (2 
-*y LUM h*>0 <OV)V] fh^/'JM */U 
>-2-*> (1. 6 1g, 3. 3 0mM) , RBi* 'J O 
A (6 8 4mg,'4. 9 5mM) <E>S£#)t-DM F 3 Oral £ 



( 12 ) 4$BB¥l 1-15 8 17 5 

22 

ftP^t. C^lca^fl:/^ (5 6 2mg, 3. 9 6mM) 
«TFU «T»7»»«8 0t:T4Hrlin*#ufc. fi 

*$J-)V (1 0 : 1) <OS«T#«SiftttfflUfc. * 
1) KtfU*ffiM8U »Sft£DD*;UA-n-'\* 

> - x - t^kos* ct o sear s t «Eft^* 

Stfil»*i:UTl. 3 5g (2. 6 8mM, 8 1. 1%) 

10 

[0 0 7 6] mp : 125-127° 
1 H-NMR(CDCU) 6 (ppm) : 8. 57(1H, s). 8. 190H, d, J=8. 6H 
z), 8. 07(1H, d, J=8. 5Hz). 7. 81 (1H, d, J=8. 3Hz), 7. 72 (1H, 
ddd, J=8. 3, 6. 8, 1. 5Hz), 7. 64(1H, d. J =8. 6Hz), 7. 53 (1H. d 
d. J=8. 3. 7. 8Hz), 7. 36(lH,d, J=9. 0Hz). 7. 32-7. 24(2H, 
m), 7. 13-7. 09 (2H, in). 7. 04(1H. d, J=7. 6Hz), 6. 99(lH.d 
d. J=7. 6,2. 2Hz). 5.85 (2H. s). 5. 36(2H. s). 3.89(3H, s), 
3. 81 (3H, s). 

IR(KBr)cm" 1 : 3442, 1664. 1589. 1577. 1442. 1237, 1 
20 160. 1066. 1031.928, 786, 768. 
[0 0 7 7] &K0J3 9-4 3 

[0 0 7 8] 
[*5] 



MIR 




& £ 


39 


/AfvU-B-fc Kn+->-3- 12- C 
3- (l-*J*)fc* h+i/) -rYvVVM 4 s - 


179M81 e C 
(d.) 


40 


1 -i?y^;UTi yx^;U-6-h Kn+->- 3- {1-C 
/U>-2-*> 


153-155'C 


4L 


l-yy^ursyx^u-e-y u - [ 3 
i;>-2-3i-v 


154M581C 


42 


1 - +j),7 i J 7* t'^~ 6 - 1 Kd+ 3 - 12- 


169M721C 
(d.) 


43 


i - *J t *frT $ 7 *f^- 6 - 1 Kn + -> - 3 - 1 2 - C 
3- (2 -4"^ U JUx-r^l/) 0-J)V] 7-Y7 % / l )M * 


148-152'C 
(d.) 



[0 0 7 9] 2lffi#]4 4 

1- (3-^DD^DlfJW - 6 -y h^v~ 3 - 12 
- [3- (2-*yj;Vy b**» ^>yW rh77 40 
LUH 3V U>- 2 : 6- / h^v-3- 

{2- [3- (2-+; , j;m>^» ^>^;w r-h 

?VVM */V>-2-*> (1. 00g, 2. 04 
aM) , ^A'J^A (5 6 4mg, 4. 0 8mM) , 1-7 
D ; e-3-i7aD^'n;i> (9 6 2mg, 6. 1 2 mM) , 
DMF (10 0ml) ®S£4fe&Sfi6 0 a CT4P#^TO 

*£JP^, ^aa^JUA-y^y-^ (10:1) T» 



7 4— (JlBSffi : ^PP*:JUA-y^y-;P (100 : 
1) ) ICttUffittft* ^PD«A-ylfJH-f^ 
±0«a<tU fflHft^«S»»fi»*i^T5 4 6ag 

(0. 9 6 3taM, 4 7. 2%) 

[0 0 8 0] mp : 150-152T; 
' H-NMR(CDCU) 5 (ppm) : 8. 60 UH, s), 8. 18 (1H. d. J =8. 5H 
z), 8. 07 (IH. d, J=8. 3Hz). 7. 81 (1H, d, J=9. 0Hz), 7. 72 (IH. 
ddd. J=8. 3. 7. 8, 1. 5Hz). 7. 64(IH. d. 1=8. 3Hz). 7. 53(1H. d 
d. J=8. l.S.8Hz). 7. 46(IH, d. J=9. 3Hz). 7. 33-7. 24 (2H, 
m). 7. 15-7. 08(2H.m). 7. 06-6. 96 (2H, m). 5. 85 (2H. s). 
5.36(2H,s).4. 53 (2H. t. J=7. 8Hz), 3. 89(3H,s). 3.73(2 
H, t. J=6. 3Hz), 2. 29(211, nO. 

IR(KBr)cm" 1 : 1660, 1590, 1573, 1508, 1445, 1428. 1 



( 13 ) 



1-15 8 17 5 
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267. 1159, 829,767. 

[0 0 8 1] H4£fcS0Do#;PA-$>x*;w 

+ S/-3- {2- [3- (2-t;'JW^» ^> 
S>JH xh^/lUH +/U>2rSfit»*<!:bTl 7 3 
Eg (0. 3 0 5mM, 15. 0%) 
[0 0 8 2] Hffi#J4 5 

1- {3- [4- (2-+;u;^fM -l-tf^^ 

^XJH 7n\£M -6-^h^'>-3- (2- [3- 

7 >J>-2-^> -^ftttO-frtit : 1- (3-^DD 
^Dfc!;W -6-/h^^-3- {2- [3- (2-* 

2- :*> (1 7 9ng. 0.3 1 6mM) , N- (2-*/ 
U;M3\>W tf^^> ? > (2 8 7mg, 1. 2 6mM) 
to*, 7JV=f >aL«T 1 2 0TCT2. 5fl#IH«#bfc. 

^on^JPA-^^y-Jl' (4 0:1)) £ 



24 



(0. 2 8 9mM) ftfc. £tt£** /-JU (5 0ml) 
#*>U 4N-ffi»0ftBfX^JU»»^ 4 4/i 1 (0. 
5 7 6mM) £jjq*.fc!fe, * * y -JU- yifjU-fJl' 
<tO|gafl:bail{fc^«*»fitt*tLTl 8 4mg 

(0. 2 2mM, 7 0. 1 %) 

[0 0 8 3] rap : 182-186° 
' H-NMRCCDCh-CDjOD) <5 (ppm) : 8. 73 (1H, d, J=8. 6Hz), 8. 6 
6(IH, d, J=8. 1Hz), 8. 60(IH, s), 8. 53(1H, d, J=8. 1Hz). 8. 
05-7. 79 (6H, m), 7. 70(IH, dd, J=7. 8, 7. 3Hz), 7. 59(1H, d. J 
10 =9. 3Hz). 7. 40-7. 30(2H, m>. 7. 22-7. 15 (2H, m), 7. 10-7. 0 
4 (2ft n). 5. 88(2H, s), 5. 55(2H, s), 4. 53(2H, t, J=6. 3H 
z),4. 34(2H, s), 3. 91(3H, s), 3. 54(4H, br), 3. 37(2H t 
m), 3. 22(4H,br), 2. 37(2H,m). 

IR(KBr) cm' 1 : 1652, 1625, 1576, 1509, 1455, 1240, 1 
028, 772, 475. 
[0 0 8 4] MMM 46-49 

[0 0 8 5] 
H6] 

20 



mm 


ft 6 * S 


g* .6 


46 


I2- [3- (2-4VJJM Hr^) <>*s 
Hi] r-\-7 % /VM *JV>-2-*> 


191-lGBt! 
(d.) 


47 


-3- {2- C3- <2-+-/U^ 


179-181X: 
<d.) 


48 


6 _y h+ix-l- (3- [4- (Z-f'JWfiW t: 
7nfcMW -3- 12- [3- (2-*/'J;U 


161~164°C 
<d.) 


49 


6-*b**>-3- (2- [3- (2-*/'J;UxrfA0 

^>i>;u] ^h^yyiM -l- (3- [4- (2-+/ 


15GM5B°C 
(d.) 



[0 0 8 6] HM0fl5 0 

6 - V s / 3^7 syiht^-i-^ ^7 
J1/-3- {2- [3- (2-*;'JWh*^) 

JW T-h5l/U;H *;u>-2-*>--^K* 

O^JSK : 6 - S> * 3^1/7 S / X^;l/- 3-l«kKDt 

>- (2- [3- (2-^/u;uy h+^» ^>^;H 

T-h^yj^J U >-2 (7 0 Omg, 1. 2 
8mM) , MiStfJU^A (7 0 6mg, 5. 1 lmM) £DM 
F 4 0 ml Zmx-mW Ifc. ^il:^^ ^7 3 / X^;P 
i?PUH (3 6 9mg. 2. 5 6mM) &JjP;t, *SiS8 0t: 

□ tJnJI/A-^^/-^ (10:1) OfittTttttibfc.. 

;i,A-7> ; ex7&*n^/-;v <i o : i) ) fctt 

fc^f2{fc^0jfi8lffiS2 5 4mg (0. 4 I lmM, 3 
2. 1 %) 3Wgfeffltt«ltbT#6nfc. 



[0 0 8 7] 'H-NMR(CDC1,) 5 (ppm) : 8. 57 (1H. s), 8.18 
(1H, d, J=8. 5Hz), 8. 06 OH d, J =8. 3Hz), 7. 81 (1H, d, J=8. 1 
Hz), 7. 73 (1H, ddd, J=8. 5, 6. 8, 1. 5Hz), 7. 64 (1H, d, J=8. 3H 
z),7. 52(lH,dd, J=8. 2, 6. 8Hz), 7. 40(1H, d, J=9. 3Hz), 7. 
34-7. 23(2H,m),7. 14(1H. d, J=2. 7Hz). 7. 10(1H, s). 7.05 
-6. 95(2H, m), 5. 86 (2H, s), 5. 36 (2H, s). 4. 50(2H, t, J=8. 
1Hz), 4. 13(2H, t. J=5. 6Hz), 2. 77(2H, t, J=5. 6Hz). 2.67 
40 (2H, t. 1=8. 1Hz), 2. 40(6H, s), 2. 36(6H.s). 

[0088] zn^tpy-MzmftL's^ym (14 

8mg, 0. 4 2 2mM) ^ijnAfcft, 7th>-X-f^ 

Mm&m&£h?%tmi{t&^-y^mm2 1 1 

mg (0. 2 7 OmM, 2 1. 1 %) *<Sfit»*tbT»6 

[0 0 8 9] mp : 172-1 76*C(d. ) 
l H-NMR(CDa) 6 (ppm) : 8. 52(1H, s), 8. 24(1H, d, J=8. 1H 
z), 8. 05(11 d. J=8. 6Hz). 7.840H. d. J=7.6Hz). 7.78-7. 
67 (2H. m). 7. 66 (1H. d, 1=8. 5Hz), 7. 56 (1H, ddd. J=9. 3. 8. 
50 1,1.2Hz). 7. 47-7. 38(lH ( m).7. 31(lH,dd, J=7. 8, 8. 1Hz). 



( 14 ) 



11-158175 
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7. 17(11 a). 7. 12 OH, a). 7. 07-7. 68(21 m). 5. 85(21 
s). 5. 35(2ft s). 4. 70(21 m). 4. 40(21 m), 3.49(21 
m),3. 30(21 m), 2. 95(61 s), 2. 94(61 s). 
IR(KBr)cm"' : 3419, 1652, 1599, 1509, 1448, 1312, 1 
281. 1239, 1161, 1055, 83!. 

[0090] 9mm S 1 

6- (3-^DDyDtT;W 1 -*7J!/-.3- 

{2- [3- (2-*yjJWh^» ^>y« 
5 % /UJH 3V U>- 2 : 6-tHn + ^ 
- 1 3 - (2- [3- (2-*;UJMht 10 

50 ^>v;u] fh^yuM */'J>-2-^> (6 

OOmg. 1. 2 2 g) , «S#U£A (3 3 7rag, 2. 
4 4mM) ICDMF 1 0'0ml£jtaATflt#b&. ilCIZ 1 
-yD^-3 -^DD^D/O (5 7 8mg, 3. 6 4m 
M) £iP;t?S}&6 0tT4B$Wlfe e E£ffi&MfiE 

fcT»«u **jnAT^PD*;i/A-^^y-;i/ (i 

0:1) CDB*rc«lHJa, fc*»^hUtfATtt», 

«OTUc. 20 
[0 0 9 1] 1 H-NMR (CDC h) 5 (ppm) : 8. 52(11 s), 8. 17 
(11 d, J=8. 6Hz), 8. 06(11 d, J=8. 5Hz), 7. 80 (IH, d, J=8. 1 
Hz), 7. 71 (1H, ddd, J=8. 3, 7. 1. 1. 5Hz), 7. 63(11 d t J=8. 5H 
z), 7. 51 (11 dd, J=8. 1, 6. 8Hz), 7. 35-7. 21 (31 m), 7. 14- 

7. 09(21 m), 7. 04(11 d. J=7. 6Hz). 6. 98(11 dd, J=8. 3, 2. 
4Hz), 5. 85(21 s), 5. 35 (2H, s), 4. 17(21 t. J=5. 9Hz). 

3. 84-3. 73(51 m). 2. 27(21 t. 1=6. 1Hz). 

[0092] mmms 2 

l-*?)l-6- [3- (4-*?)W<*7V-M f 

u\£)V\ **s/-3- {2- [3- (2-+;u;mf 30 
Hia««cD©j5S:a6- [3-i7PDyutr;i/] 

-1-^^-3- (2- [3- (2-^yu;i/^h + 
SO ^>yM xh^l/LUH *y»J>-2-*> (1 
8 Omg, 0. 3 17raM) , N-*?)b\£U*J> (12 
7mg, 1. 2 7mM) ftfiif, 7;W>««T, M12 
01CT9 0^WLfc. E*«S*ffifcTitlB»$'U 

2* — J —)]/ (20:1)) fcT»BU SW^^ 

Sr^feffltt^tUTl 8 Omg (0. 2 8 5mM) fffcc Z. 
tlZtfy-ft (2ml) fc»*U 4N-«M8©ffl«X 
3\>W£*2 8 5jx 1 (1. 1 4mM) 

Kt££^&^»il£bTl 4 3mg (0. 2 0 3mM, 6 

4. 1%) ffifc. 

[0 0 9 3] mp: 188-192 e C (d. ) 
1 H-NMR (CDC1 3 -CDj 0D) 6 (ppm) : 8. 77(11 d, J=8. 6Hz). 8, 
54(11 s), 8. 46(11 d, J=8. 8Hz), 8. 11(1H, d, J=8. 6Hz). 

8. 08-7. 98(2H. m). 7. 82(11 dd, 1=7. 6, 7.3Hz), 7.46-7.32 50 
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(21m), 7. 30-7. 05(51 m). 5. 90(21 s). 5. 69(21 s). 4. 
21(21 overlapped with solvent), 3. 90-3. 65(111 m), 
3. 51 (21 n). 2. 98(31 a), 2. 4K2H.br). 
IR(KBr)cm* 1 : 1647, 1623. 1578.. 1510, 1456, 1384, 1 
241, 1 162, 1060,963. 

[0094] mmms 3 

6- (3- [4- (2-*/»JJM5Ml/) fcf^v" 
M ^ntTJH tti»-l-*T)V-3- (2- [3- 

/ U>-2-*>0-&J« : «Jfi«5 2iW«CD*j56T* 

[0 O 9 5] mp : 174-178 < C(d. ) 
1 H-NMR (DMSO-da ) 6 (ppm) : 8. 62 (1H, d, J=8. 3Hz). 8. 53(1 
H, s), 8. 48(11 d, J =8. 8Hz), 8. 21-7. 97(41 m), 7.93-7.7 
1(51 m), 7. 66-7. 50(31 m), 7. 41-7. 33 (2H, m), 7.16-7.0 
7(2H,m),7. 01 (lid. J=7. 8Hz). 6. 00(21 s). 5.42(21 
s), 4. 60(21 br). 4. 17(21 t. J =6. 1Hz), 3. 80-3. 30(81 o 
verlapped with solvent), 3. 69(31 s). 2. 25(2H,br), 
IR(KBr)cm* ' : 1647, 1600, 1578, 1509, 1449. 1430, 1 
239, 1 159. 

[0096] mmms 4 

6-^u;^+f>-3- {2- [3- (2-+;u^ 

6-tHDt->-3 - {2- [3- (*y»J 

>-2--r^^h^-» ^>-y)i] fh7!/u;n 

>J>-2-^> (2 5 Omg, 0. 5 2 2mM) *UU^> 
3 0mW;:»rt*U !K*»# ( 1 7 2 // 1 , 1. 0 5mM) 
ftJPATafiT2 0«f|H«i*bfc, E/Ettfc**©** 

D*;i/A-^^y-Jl/ (1 O : 1) COg^ld^U 2 

KJfc^Ufc. (fc*Sffl6^*5/*ZO , 

o:i)) fcttbtt»«. ?dp*;w-^^;-*- 

L/T2 6 5mg(0. 4 8 5mmol, 9 2. 8%)#fc. 
[0 0 9 7] mp : 20O-2O2t:(d. ) 
1 H-NMR (CDC 1 j ) 6 (ppm) : 11. 1(11 br), 8. 64(11 s). 8. 16 
(1H. d. 3=8. 8Hz). 8. 05(11 d, J=8. 1Hz), 7. 79(1H, d, J=8. 
1Hz), 7. 70(11 ddd, J=8. 4, 7. 0, 1. 5Hz), 7. 62(11 d, J=8. 4 
Hz). 7. 51 (11m), 7.42(11 d, J=2. 2Hz). 7.36-7.27(31 
m), 7. 14-6. 98(31 m), 5. 87(21 s), 5. 37(21 s). 2.67(2 
H, t, J =7. 3Hz), 1. 80(21 tq, J=7. 3, 7. 3Hz). 1. 06(31 t. J= 
7. 3Hz). 

IR(KBr)cnf ' : 1755. 1675, 1586. 1497, 1453. 1226, 1 
156, 1030, 828.757. 

[0098] mmmss-e a 
mmm 5 4 tmrn^mrmmoit^^mzc 

[0 0 9 9] 



( 15 ) 
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#M¥l 1 
28 



15 8 17 5 



[«7] 





it £ fe € 


«^ 


55 


6-^f-UiW-*->-3- 11- [3- (2-+yU^ h 


189-191*0 
(d.) 


56 


8-7*h+->-3- (2- [4- (2-+y U;^ h + '> 
)<yVM Tb7 % /*)M +y»J>-2-t> 


226-228t 
(d.) 


57 


6-7-feh*i/-3- (1- [4- (2-*yJ^h+v 
) ^>i>;W xh^/'J'M *yj>-2-*> 


235-238°C 
(d.) 


58 


6-7-feh*S'-3- (2- [3- (2- + y 'i^X h**> 


222-225"C 


59 


6-7-feh**>-3- (1- [3- <2-*/U;M h**> 


218-221*0 
(d.) 


60 


6-^Dt't-M+y-3- 12- [3- C2-+y';;W 


216— 218 CT C 
(d.) 


61 


6-7afctt\xA'**5'-3- U- [3- (2-+/U;P 
y h*S0 OW] x \/U JW *V U > - 2 


201-203t 
(d.) 


62 


8— fV^y^*S/-3- <2- [3- (2-*/y^ 


195M97°C 
(d.) 


63 


6—fV7f-'J/W-+5'-3- U- [3- (2-4V»JA< 


196M99'C 
(d.) 


64 


6-/'j^l/^+i>-3- (2- [3- C2-+yy;^h 


(d.) 



[0 10 0] U&Ml 

m 

*;MEy hcDliStiilHlJ3i^2cinlC«t)5lO. $"fa-h* 
!S«a££$fcLfc2 Oaiag&ftldHSU k**3> 

w-eeufc. ^-fD-H««tttt2 9r;K:«aib. S£ 

#X (9 5%0,-5%CO.) £ii^Lfc. fittX^S 

>fpffl©lt«tt. k^s>io- , -io- , M«»«« 

-e«*«Dtt«^«**JPL 3 0 *K h L- 

HJX>ffffl©te»tt, LTD, 1 o-'MwWSJc;!: 

8lC:fcVvtiakX*5>f1WcWLTtepA, X«p 
D' , t. fetD^nh'jx>f^fflli:MbTtt, ICT 

[0 10 1] 
[S8] 



20 



30 



<b6» 




tntLTDjfftB 
I CsoQD 


mm 


5.53pD' , 


9. OX NT* 


mm2 


5. 38pA 2 


2.5X10" 1 


seam e 


7. 39pA 2 


1.1X10-* 


tmm 


5.24pD' 2 


1.79X10"' 


mm® 


5. 52pD' 2 


1.6X10* 7 


H«*J39 


7. 52pA* 


5.0X10" 7 




6. 60pA, 


6.4X10* 7 


mima 


5.58pD' t 


5.9X10' 7 


fmm2 


T 26pA 2 


8.4x10" 


tmm 


6. 76pA 2 


3.6xl0" a 


Xttfl45 


7. 66pA» 


6.4X10" 7 




I 70pA, 


2. lxiO" fl 




6. 94pA* 


5.0X10" 7 


308W52 


6. 04pA a 


L3X10-" 



40 



50 



[0102] turn 2 
h, &&tm&w8fflk 

0. 5nM [ S H] ^t!7S> (fi^tt 2 2Ci/mmol) . * 

ttfllffffi (PH7. 5) U1&3 71CT3 0£IH-f>*3. 
^- h bfc. ■3k»bfc«ail«tt*»linUiE*£:*fJ t il: 
U tzttStVv K"7>CF/C7^;^-»CT5iaL/ 
fc. 7^;l/^-£Jk?&Lfc^«2 0mlt?2(Eli5fej*b. 

C«.) i£^*TA^^x>-7*;l' l /7 (Cheng-Prusof 
f) Steffi ^TflMUgR (KJ *StaELS9{C^bit. 



29 

ewmretti o-'mor (-) ->>;*^>x>£## 

t&faiK&fi (Bmax) #2 7 8 ± 2 4fmol/rag 
P r o t e i nT**Il&*«WWL-fc. PH] 
*tf7S>#?8i5£& (K») «3. 30±0. 26X1 

tel. 0 0 5T&?fc. «9fci;fel***iHil¥« 
Jt»K D (M) fcSWMSitg (a : lOOtfM, b : 
1 0 UU) T0flPfcJ3|5 (%) SrSt". 
[0 10 3] KKI4 3 
LTD, S«ff^BfflitK 

0. 2nM['H] n-T3h'JX>D ( , tWyH^> 
/t*KftlffiOMkfttt«£tn 0mMtf^7^>N. N' 
-tfX (2-X*>yUV#>»> If IRK (pH7. 5) 
0. 3ml£2 2 < CT3 04HSH >*a^-FLft. 
Lfc I- U h 'J •> A*g?S$ ( 1 OmM/ 1 0 



( 16 ) ftfliyi 1-15 8 17 5 

30 

OmM. pH7. 5) £8sJinLEJ£«:#.itU fzti^lZUy 
*&LjU1®$2 OmlT2[B]*5t#U USSfW^WSttS 

(K.) SJM}L«9K:Sl/Jt. filnftlkTtt2 jiM® 

(B.,,) ^9 8 8 fmol/mg proteintiSC 
10 tmfflLtz. PH] D<ahiJI>D, 0fl? 

(K.) te2. 1 6 X 1 0"'MTS?). t;U7"D 

*J«9fc:fett***HSSII»£ftK. (M) £5kT. 
[0 10 4] 
[*9] 





Kd(M) 


LTD^ 
Kd(M) 




2. 96X10-" 


1. 14X10- 7 




3. 29X10-" 


8.11X10-° 


H7M0 8 


9. 38X10-" 


1.43X10"' 


ili9 


1. 37X10-" 


3. 20X10' 7 




2. 28X10" 6 


5.09X10" 7 




3. 01X10"° 


3. 64X10"' 


3S&0J24 


9.5ixl0- fl 


2.05X10"' 


*&0J25 


i. 39X10' 3 


5. 86X10-" 




8. 95X10-* 


1. 79X10" 7 


£JK0I28 


1.39X10 -5 


2. 10X10"" 


KNM29 


5.72X10* 8 


1.36xl0- B 




B.47X10" 6 


3. 36x10" 7 


«tfiM58 


4. 80X10' 4 


3. 82X10" B 




6. 19X10-" 


2. 21X10-" 



[0 10 5] 



(so int. ci. * warn* jfftmm&n fi ts.m&*mm 

ABN ABN 

ACJ ACI 

ADA ADA 

AED AED 

AEM AEM 

31/505 ACD 31/505 ACD 

C07D401/14 235 C07D401/14 235 

239 239 

257 257 



( 17 ) 



tmW- 11-15 8 17 5 



«f5»XWrlJW^6-2-7 

mmmm a* 

«f5^0JTjTffi!l3084-40 &\h-3.-? 
£M9- 7 
(72)5gW# ffltt IE* 

m*C«Rm«-0JTlj»PBI2 -17-43 £#Ui 
£104 

(72)%w# ftm ft 

m^ssm+tajru*wT2 -i4-io 

££$3iJI|rfj$JI|HT6-29-31 

mmmm «* 

8ffiK&lljT|milj£ 4-21-25 
(72)%W# *g ft 

Jttt*JfcftllnWnl»r2-17-43 JKttllJ 
X 



